o 
II 

iX 

CO 

o 

LO 



o 

CO 

Du 

TP 

X 
Q 

O 
O 
Q 
O 
Qu 

II 

DQ 
Q 
o- 

o 
o 

X 

CD 



O 
O 

-»-> 

CD 

a 

CD 
O 

cx 

oo 
CD 

CO 

> 



cl 
-t>-> 



CD 



CD 

B 

O 

o 
13 



0) 
0) 



0) 

JS 

o 
o. 



LU 

O 



< 
CD 
111 



to 

LU 

o 

X 

O 

±>~ 
Cf) 



O 

CO 



3 

x 

o 

LU 

< 



I — 

2 

< 
a. 
iu 
of 
a. 

of 
O 



CD 
O 

£ o 

CO CO 



LU 

CO 

S p 



* o 

— o 

< -z. 



< 
o x 
e> q_ 



O 5 i 2 - 
2 § 2 S i 



a 
o 

X 
H 
UJ 

Z 
O 

LU 
> 

o 

a 



OJ o 
CL O 

— a cnj m 



.Q .. 

Ed) 

_ ** 

3 m 



< 
x 



CM 
OJ 
LO 

v— 

CM 

Q 

o 

o 



CO 
CO 
h- 
o 

o 



o 

Q_ 



CD 
CD 

r«- 
o 
O 



CD 

03 



Q 



o 
O 



5> 



s 

o 
O 



s 



"O 

c 

CD 
0) 
CO 

c 
o 

CO 

ft If 

_ca _c 

gl 

E -o 

O X3 
C 

g co 
-a ~o 

CD F= 
tr— 3 

■8| 

CL £ 
CO o 

-o u 

-J 

= 1 

.S2 o 

CO _c 

?i 

O _o 

CO co 
o ■— . - 



■a co 

d JC 

Ro 

- C 

6 .9 
° 2 

CO <u 

1- 

E w 

CO ro 

£ c 

iz> CO 

8 S 

JO g 
■ M 

O CO 
CO "D 

i?l 

O CD 

S £ S 

aS 52 J 

« c 2 
cf o o 
•2 -S e 



O 



GO 
CO 



C-D 
O 
O 
CN1 



CO 



0 o 

1 1 

OJ g 

8 l 

OJ pJ 

Q_ iX 



E 

3 



(A 

E 



CO 

o 
m 

CO 



CL 



CL 2 

2 CL 
CD CD 
£ W 

co 

x: .co 

1 i" 

> O 
CD O 
"O ^ 

9-^ 
E co 
co 3 

11 

.2 -a 
2<i 

CO o 
CL CD 
CD CL 

*~ CL 

o E 

SZ CO 

|-S 

CO O 
CD C 

^ .o 
o 2 

s. 

'"" CL 

S £ 

> "O 

— I o 
O £ 

CO CD 
LU E 
CD CD 

QjE 



f "1 

o c o 

TO "o 

o c -o 

© CO CD 

-Q o c 
■a co § 

O "CD CO 
CL O CO 

° O =5 
CO CL 

C 

CO O CO 



a> -c: .2> 
o h- x: 
co o 

cz co 
co ^ $ 

CD C 

s 1| 

CL c o 

o-o " 
? | 'E 
o E - 

.9 



CD 

■g 



CD 
CO 

_§ 

iS 

CO 
"O 

c 

CD 
O 



to 

Q> 



E 
2 

"o. 

CL 
13 
CO 

as 
"co 
Q 



o ^ 

CO CO 

£ o 

o >? 

-~ CD 

CD O 

CO CO 

S 2? 



>% CO 



CO 



.2 .2 :■ 



^ 2 g 



fj ro 

E £ 

co V 



3 3 c a. ~ .= 

a cl i-i < u i 



« .2 c 

2 ^ = 

3 Q. O 
■ < CL 



c_> 

s 

< 



s => 

O —J 

cr o 

CL CO 



-o o 

-O CD 

co -5 

1 & 

i= X3 



E O 

.g m-" 

CD — ' 

cl r- 
co H= 

-So 



E > 

CO CL 
-Q O 
2 O 



CD 

CD 
O 

CL 
00 
CD 



JP 2004-131506 A 2004.4.30 



(19)B*S«ITIf(JP) (12) fit *t I* & S(A) (11)WFH1«&(I»* 

49012004-131506 
(P2004-131506A) 
(43)SWB ipi«16lp4H30H(2004.4.30) 



(51) Int. CI. 7 


F i 




K (#%) 


C07D 215/22 


C0 7D 215/22 


4C03 1 


//C07B 61/00 


C07B 

- 


61/00 300 4 HO 3 9 






wmm* m mx&oim sol {± is m) 


(21) SUISSE 




(71) m«A 


599139534 


(22) ih®B 


sp«15^10fl 14B (2003. 10. 14) 




77-A. J/— * — ■ , LA' 


(31)«5tffii5g©-^ 


2002-062058 




x-f— T4— ■ 


(32)S5tB 


sFj£l4#10miB (2002.10.11) 




*fS^® ^ 3 K 77V^> 


/qo\ pb Tjg--f gfSfrl 
[65) WTCTS-±i 3K SJ 


HE (KR) 




A^r>^ 3 >- /^/U 893-5 






(74) ftIA 


100058479 














(74) ftlA 


100091351 








mm m 






(74) ftlA 


100088683 








#s± tp» m 






(74) MA 


100108855 














(74) ftIA 


100075672 








#«± d» HRI 











(54) \mn<D^m wsttf K©ac*3*i.fc«it^i* 



(57) [g*tj] 

[ HI * # S ] * B ^ (i - ^ d ^ f )1/ * ^ f 'J )H^t t y xf )V7 n 7, - h it^ft 

it L ft , ^^-s^^co^^-^(fer-fe^;w*;V"K^f L, j >w ft t/ £ M & M 3 -£ f * ^ 

[ft 1 1 
<5C1 > 




H 



(2) 



JP 2004-131506 A 2004.4.30 



[ 4$ Mr n * <r> *e m ] 

[■1**1] 

1 ) it ( 2 ) « ^ d ^ f jl' * ;u *' x f 'J ;Mt^ft t S: ( 4 ) © y xf d - Ht& 
W*Rl&$*fcffc, ia * i SO A T K K & $ * T (l 2 ) <D r -fe ^ * * ** * } ) ft 4t 

2) iM.m - We m <d i& m. x- (l 2) w r -fe f >w * ^ ** x «j ;w it ®s £ M & £ $ * 

T ( 6 ) CO * fl, tK X ^ >J JU T 5 y ^ <b %9 £ % Z> S PS I * «t V s 

3 ) 5t ( 6 ) ff)* )V-fXf ; 5 y Kt^ft*T ->Jl/ftStt-?*tS ( 1 ) <n V t< X 

[ft i 1 



<5*1 > 




H 



[ft 2 ] 
<5£2> 




H 



[ft 3 ] 
<5C4> 

^CO z Et 

HC- — NHCOCH3 

\ 

C0 2 Et 



(3) 



JP 2004-131506 A 2004.4.30 



Hfc 4 ] 

<5£6> 




10 



est** xi***. m;mztzi*Bomx*ibZ>o ) 

[ft 5 ] 
<*1 2> 




H 



30 

t *!&«fc-f*fS#« 1 IB « * S o 
■RBI) (2) O^D>f**^Xf-J/H. 0Sfi,:ltLT1 - 5 ~ 3 

m * * i ie t£ <o * ft ° 

ft W * ft o 

**k»lti. 5-4. oii»tiv»4^t»iit4i*aii«»**« 

2 > ? (12) or********'J>Mfc**l. °* 

*«l=»L-C2. 0-2. 5li«l?J8v'i:it»l!:til**6Et«*4. 

[ rt * JI 8 ] „ .„ , « . ^ m * * t- 3? ( \ 2 ) (D T * 3- >l< * >^ * : * '> )l/ 



40 



50 



(4) 



JP 2004-131506 A 2004.4.30 



[ & m co m m & t& ] 
I & m & m ] 

[ 0 0 0 1 ] 

$ % w i± . u a 5 e 

[ 0 0 0 2 ] 

U/UtfKli, T IS * ( 1 ) <r> frfo*® 
, y ) _ 3 _ [ 2 ( 1 H ) / 'J / >-4 -^'H 7' 

~$~ MM "i? o 
[ 0 0 0 3 ] 
[ ft 6 ] 



£ 3c # S 



( 2 - ( 4 - * 
a fc? :* > ®E ) t:- 



a n ^< > 
& o T , 
ft f& * 



V* -f ^ 7 



<*1 > 



C0 2 H 




, MM******** M3^H-ea.J (Helicobacter pylori) * * * * 

SO t -5- # @ * * i" & o 

CttTERl6*n:*tn»:, * (2) ft * ^ ** J ^ 

) <^ n * ^ * * ^ *" * * * ^ r U * r * v K £ ffl ^ T 5*= ( 4 } ° v ^ t 
tI.r5K7n*-H:Rl6S*t* ( 5 ) W v n ^ ^ * J Mt^ft t 

k 4- k it 1- £ * ft a* a * * * x v ' * ° 

[ 0 0 0 6 ] 



(5) 



JP 2004-131506 A 2004.4.30 



lit 7 ] 



<5£2> 



CH 2 X 




10 



[ 0 0 0 7 ] 
lit 8 J 

<t£3> 



CH 2 Br 




20 



[ 0 0 0 8 ] 
[ it 9 ] 

<i£4> 

^COaEt 
HC— NHCOCH3 
CO z Et 



30 



[ 0 0 0 9 ] 
[ it 1 0 ] 



<^5> 




CO z Et 

C — NHCOCH3 
N C0 2 Et 



40 



[0010] 



50 



(6) 



JP 2004-131506 A 2004.4.30 



lit I 1 1 

<3£6> 



COzH 




[0011] 
[ it 1 2 1 



CH 2 Br 




COjEt 
HC— NHCOCH3 
COaEt 




COjEt 

I ^,NHCOCHj 
C ~~-C0 2 Et 



NH 2 

HCI 



H 



4- OUUKu s M)\,OW H 



C0 2 H o 



[0012] 

'J * lb £ ft * S it i" 4 Wl Wf ^ t , RiE.a»l«F, *i:iotth'J^il-*->^ ? 
*»ftt h 'J *AKlE«Sft, - «> * ft ft + h 'J ■> ^ ** ^ n * - 

* ffi ^ ft I- Jp tK » m L , Jn*»»**«.fcft'ft-1fctt, v o * - h * )V ** * ^ U * Br K ft L 

£ £ % « 431 * 6 9 % S K L * ft <b 4: v> M B ** * o * , ^ ( 5 ) ~* ° * _ h 

* ;w tK X 'J >Hfc ® <D J3» & ft M S »- ±3 T , 2 0%<oBiS*ttRl6*KWLt 3 0 

a g -e « ffl l , 9 b# m it at r s ft »* *• »* ft ^> 4 ^ * a x e -t "> * * 14 * c * * 5 



(7) 



JP 2004-131506 A 2004.4.30 



* 4 v> t ^7 m £ I g ± » M « * s & * o 4* K > R & K E IE * 1" £ K ^ *>- C ft (B $ *i 

*-»fc**«>*fciJttHa*a f **«'c**fc*» * 5 * R ^ * ** R 16 11 ^ h m m L 

Id & -C <0 JIX ^ ^> ft £ (£ T 1" S t </> ■? W S *> <fc & o 

[0013] _ 

-J, fttt*I2 l^£Si 2 0 0 2-3 8 4 6 6-?-) RE^2»:/5t J: 

9 r * (7) Oy'xf )M-MD'<>'/'f^7 5/ , -7a^r- (3) <0 7*n^e^ 

f^A^-xfj^S-EHtS ( 8 ) <r> t n > & j. * t- * * * * * * >) *> it * « * » 

[0014] 
I -ft 1 3 1 
<3t7> 



CQ 2 Et 




CQ 2 Et 



[0015] 
[ it 1 4 ] 



<^8> 




[0016] 



(8) 



JP 2004-131506 A 2004.4.30 




il:iftLt ^ ( 7 ) a> -7 n * - h ft £■ « * ffl v> £ c t « <b * § 4 4* It * 5 * * o Sa * * 

6U t f & 1/ 5 tf K * A 131 ¥ -C # h it i> t ft pjf * & * J . T IE K & 5£ 3 O ± 7 K , B'J 

ERl£.j£2 7ffl^f>ft45!C (7) Wft^» tlitt 4 t » C * ( 9 ) ©vn*-Mfc* 
»tBftthU->A-ftiTRES*t5S (10) »2-tFn + M^70^hJ 

1" & b V> 9 M B>T tf s * * o 
[0018] 
[ it 1 6 ] 



<x£9> 



H 2 C X 



^COzEt 



CQ 2 Et 



[0019] 



(9) 



JP 2004-131506 A 2004. 



I it I 7 ] 

<j£i o> 
C0 2 Et 

C=N-OH 
CQ 2 Et 



[ 0 0 2 0 ] 
[ it 1 8 ] 

<S11> 

C0 2 Et 
HC^NH 2 
C0 2 Et 



[ 0 0 2 1 ] 
[ it 1 9 ] 



C0 2 Et .CO z Et C0 2 Et 

/ NaNOi / Zn ./ 

CH 2 ^ C==N OH — HC— NH 2 

>~ aq.HOAc \ HOAc \ 

N C02Et C0 2 Et COaEt 

9 10 11 

4- >7PP^>lMH^P'JF ^C0 2 Et 

— — HC--NHCO £ J CI 

CO z Et 



[ 0 0 2 2 ] 

i^pFjcmi] « a # » & « * 9 0-6 4 0 1 -s- 

[ 0 0 2 3 ] 

[ 4* » S: K 2 ] ttB4*WF&«*2 0 0 2-3 8 4 6 6 -S? 

[ 51 m <r> ^ ] 

[ m #m & l J: •? tt4»I] 

[ 0 0 2 4 ] 



( 10 ) JP 2004-131506 A 2004.4.30 

[ 0 0 2 5 ] 

* 9& © - * Ms SI # K i o T , * % US T- li » 

1 ) * ( 2 ) o/NDjif ***#^f U«-ft**k* ( 4 ) ©vxf)^D^-Mt D 
• *Rfc***:fc. SS^itIK«MtTES (12) » T t f ^* ^**^ 'J ^ 

2) **- M -ess (12) o7tf*n«f'JMk**th«*S* 

tS ( 6 ) co * * # x * «j ji/ r ^ j m it & m * » * « : ** -t # 

3 ) A ( 6 ) w*JH^f')*T^Sft^^y)HtE£'Ht^ ( l ) O u * 
*K ^ ( 1 ) W U ^ 5 e K O 3 *• * - 

[ 0 0 2 6 ] 
[ ft 2 0 ] 

<jC1 2> 

CO z H 

NHCOCH3 




[ 0 0 2 7 ] 



(11) 



JP 2004-131506 A 2004.4.30 



lit 2 1 ] 




1 



[0028] ^ _ „ „ 

*«9ii:«4l"^ ^ K «0 S jft * ft »i . K & » R & - * ^ St % <o St ttl *« J$ - K £ - *) 

[ % * * *s -r & «6 o a & <75 m m ] 

[ 0 0 2 9 ] 

1 ^ % ig !t *i tf , * ( 1 ) ^ U /< 5 e K t± IN IB R (B.S: 4on»:3SBo5li-ifit]SS 

« * -c » n * o . .. . 
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[ * tfc « 1 ] 2-7-tf*rW-3 - (2-*>>n>-4-<f*) 7 n * > » ( * 

(i 2 ) ) nmm. 

5 K v o * - h ( 5* ( 4 ) ) 2 0 k gtfllifctt, tl-PSfrlHItfLfc. ^ 4 ~ 

yn*>^jp*fl/#^f-y^'fk'ft'»(5S:(3)) 2 o k g * an *. . 2 m m m m m % l „ 
r id a ? a ft -r * iz o n x -7 n * - h a «/ ** x ^ a> it ft (A ( 5 ) ) * s » * k *f ffi l t& 

tbib. RlEa«*II*:ftft. 'M^l 0 k g * * 2 0 0 iK»f*Lfc*** 

* 2 0 0 1 * SO x. , ?S K 2 0 1 £ * 2 0 1 i:*|{Lta»*il»4:i0xfc. R IS ft # s 

6 tt k ft 19 , ftaft©i##t«Lt««af 2o»naftL. i;iu:i*i 0 0 1 t- 

ffcj£L,£R-Cfc*LT*H'ffc-fr»2 2. 6 kg ( JR 2* : 9 8 % ) ^fife«@#t L tft 
o £. $ t H M -ft ft CO ft 14 is <£ N M R ?I 5e * * & T (O » 0 t? * £ o 
2 7 5-2 7 6t 

1 H-NMR ( S , DMS0..d 6 ): ll-6(Bs, 1H) . 8.24(d, 1H) , 7.7(d. 1H). 7.40(.t, 1H) . 7.24(d 

1H). 7.14(t. 1H), 6.30(s. 1H) , 4.44(bt. 1H) 3.24(d, 1H) . 2.93(d. 1H), 1.70(s. 
3H) 

[ 0 0 4 2 ] _ 

[ % M M 2 ] 2-TA/-3 - (2-^/n>-4-4"^) ^S-Sit - tK 

» * ( A ( 6 ) ) «) » jft 

s§ 3 o i » j: tr » * at 3 o i iz m m m 1 T-«jg$a^2-r-t^^Ts y - 3 - (2 

-*/ny-4->f*) ^nift'/S (S ( 1 2) b^k^*) 22. 6 k g 

L ^ « K IS ft * 1 0 0-1 0 5tT*3«FHJliMLfco S « * 4 OtflTCft*** 

RjB*nT-thvi 2 o i * sp x. > # a i m m m n t tz „ ^*LfcefeoH#«r«ia 

U-|7-bb>6 0 K-iiU eitef U1HUI2 4. 0kg ( ^ : 9 6 % 
0 tr ab & o 

it * : i 9 6 - 1 9 8 V. 

l 2. 5 % 

HPLC^ff :«S96. 9% 

'H-NMR (5, DMS0-d 6 ) : 11.7(Bs, 1H), 8.50(bs, 2H) , 7.74(d, 1H). 7.41(t, 1H) , 7.2 
7(d, 1H), 7.11(t, 1H), 6.40(s, 1H), 4.00(t, 1H), 3.30(d. 2H) 
[ 0 0 4 3 ] 
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6 k g * T -fe h > 6 0 1 Cf«U:^«*t«i:7JDi^o #a-C3B*IW«#Lfc»Rl& 
ft i: ffi ttHI 5 4 . 6 1**54. 6 lCf«{L/:l«^*i:a^pHl. 4 - 1 . 6 
n » tt ft L . «rffiS*tfcH*t»jiU, * i 5 o l -e * » L fc « , S^ 1 ^ 1,1 7 0 1 

t?t,t:tf U:t. 5 0tf 2 4HPISafeiLTfI<t&l2 7. 9kg ( 1|X * : 
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9 3%) ^fe©lftUS^o £jSLfc*«fb**<0*tt#J:O , NMRaiJei&»«±Ja 

ifi ; 2 8 8 ~ 2 9 0 t 
* * : 2 . 4 % 

1 H-NMR (5, DMS0-d 6 ) 11.8(Bs, 1H) . 8.92(d. 1H) . 7.83(d. 2H) . 7.55(d. 2H) . 7.48(t 
1H), 7.30(d. 1H), 7.27(t, 1H) , 6.45(s, 1H) . 4.75(bt, 1H), 3.48(d. 1H). 3.20(d. 
1H) 
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(74)ftSA 100109830 

#a± mm bsl 

(74)tt3A 100084618 
(74Mt3A 100092196 

(72)^W# £1*111 , , c 

AftKSk &«ft£4 4 2 -4 7 0*J»TlTA3tK»iffl7 r > >M£<&7V?- b > > H 4 6 

- 1 2 0 3 

(72)^B^# W 9HK 

AURSk «i!4 4 2-4 7 0*«itjAiiB»WH9 6 4-5 -» A -> * 5 12-1504 
(72) ^ig- £ &$fc 

*«BSH, V 7 ;U^SUTtJ 13 1-12 1 fD 112 9 0-3 0 

(72)569J# * , _„ n 

±mm.m, *iiit4 4 o - 8 4 9 *m urs^izajHisi 7 8 1 ^ 3 > ? * > a > u 7 • 1 0 1 

*m&m, sCiUl4 4 9 - 8 4 6MtTfeM$siHSJIimi 0 6 5v>v3^Hlil 1 1 - 
1 5 0 4t 
(72)Sfe9§# Sft 

Ait KS> V ^ SUfli 1 3 8- 1 8 0 t&4ftE=ffl?H 34-4« 
(72)#P£# * 

A^KS, V^MfSUTtT 1 3 8 - 7 3 9 tfr&ES^P •> *VT/<- hp<>h3-404 
F ? — A (##) 4C031 EA08 

4H039 CA71 CE20 



